The first example of an intramolecular Westphal condensation is described. To test the utility of this reaction, new benz(l)azino[2,1-a]phthalazinium salts have been prepared from appropriate dicarbonyl precursors.
In a current research project focused on the synthesis and biochemistry of novel DNA intercalators based on quinolizinium and aza-quinolizinium chromophores [1] [2] [3] [4] , the Westphal reaction [5] has proved to be a useful tool for preparing these polycyclic systems containing a bridgehead quaternary nitrogen. Although the procedure has been described for C-C [5] [6] [7] , N-N [8-1 l] and N-C [12] [13] [14] [15] substrates, it had always being used in its intermolecular version.
In an attempt to extend this simple and straightforward methodology to the preparation of new aza-quinolizinium systems, we decided to explore the viability of the intramolecular process and here we communicate the first successful example, applied to the synthesis of the The 1,2-dicarbonyl system in 3 (R= Ar) was then smoothly generated by oxidation of the styryl moiety in 8 using various DMSO-reagents (HBr/DMSO, IJDMSO and PdClJDMSO)
[21-241'. Other non DMSO-based oxidative systems, such as Katritzky's reagent [25] , were 'These methods can be successfully applied when R is an aromatic substituent, providing the corresponding 1,2-diketones 3 under mild conditions. However they are not suitable reagents for preparative oxidation of alkyl olefins when arylcarboxylic acids and aldehydes were found in the main reaction products.
also tried, although they did not provide satisfactory results. The preparation of the N-aminoazinium salts 2 was performed by direct amination of the dicarbonylazine compounds 3, using (o-mesitylenesulfonyl)hydroxylamine (MSH), in CH2C12 at room temperature [ Scheme 3: Preparation of compounds 2 and 1. In conclusion benz00azino[2,1-a]phthalazinium derivatives 1 can be obtained through a six-step sequence, using as the key step the first example of an intramolecular Westphal condensation. The methodology is currently being extended to the preparation of other related systems and results will be described in relation with their DNA intercalating properties.
